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1-9 


H(ii-C8HI7)2 


OMeOMeH 


H 


H 


H 


H 


R 


H 


11 


H 


mo ] 


.5198(27) 


1-10 


NOIe)Et 


OHeOMeH 


H 


H 


H 


R 


H 


11 


11 


R 


CR30 




l-ll 


K0(e)CH20Me 


OMeOMeH 


H 


H 


H 


H 


H 


H 


R 


H 


CR30 




1-12 


HO(e)Ph 


OMeOMeH 


H 


R 


H 


H 


R 


H 


H 


R 


CR30 


119-120 


1-13 


NO(e)Bn 


OMeOMeH 


H 


H 


H 


H 


H 


H 


R 


H 


CR30 




1-H 


NOIe)CIIO 


OMeOMeH 


H 


H 


H 


n 


H 


H 


II 


B 


CR30 




1-15 


NO(e)COHe 


OMeOMeH 


H 


H 


H 


H 


H 


H 


H 


R 


CR30 


113-5 


1-16 


N(Ne)COONe 


OMeOMeH 


H 


H 


H 


H 


H 


H 


H 


H 


CR30 




1-17 


NOIe)COPh 


OMeONeH 


H 


H 


H 


H 


R 


R 


H 


R 


CB30 





3 8 



wo 9633994 
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m 1 m («[*) 

M X Rl B2 R3 yl y2 y3 y4 y5 y6 y7 y8 A Z fefeitt «a 

'-18 NMe2 OMeOMeH Me 0 H H H H H H CR30 

•-'9 NHe2 OHeOMeH H H Ke H H H H H CR30 

•-20 NHe2 OHeOHeH H H H H He H H H CR30 

•-21 IWe2 OHeOHeH H H H H H H He H 0130 

'-22 NMe2 OHeOHeH He He H H H H H H CR30 

'-23 NHe2 OHeOHeH H H He He H H H H CR30 

'-2< HHe2 OHeOHeH H HE R Ke He H H CR30 

'-25 NHe2 OHeOHeH H H R H R H He Me CR30 

'-26 NHe2 OHeOHeH Et H fl H H H H H CR30 

'-27 HHe2 OHeOHeH H H Et H H H H H CR30 

'-28 NHe2 OHeOHeH H R H B Et R R H CR30 

'-29 NHe2 OHeOHeH H H H H H R Et H CR30 

'-80 NHe2 OMeOMefl i-PrR H R B R Et H CR30 

'-3' NHe2 OHeOHeH R H i-PrR H H H H CR30 

'-82 NHe2 OHeOHeH H H R R i-PrH H H CR30 

1-33 NMe2 OHeOHeH =0 H H R R H H CR30 

'-8^ HHe2 OHeOHeH H H =0 H H H H CR30 

'-35 NHe2 OHeOHeH H H R R =o R R CR30 

1-36 NHe2 OHeOHeH H H fl R R H =0 CR30 

'-37 N»e2 OHeOHeH =0 fl H He H H R CR30 

1-38 NHe2 OHeOHeH fl H =0 fl R R H CR30 

1-38 NHe2 OHeOHeH H H H H =0 fl fl CR30 

l-<0 '«e2 OHeOHeH =0 R H He He fl fl CR30 

'-^' N''e2 OMeOMeH =0 He He H H fl R CR30 

'-^2 NHe2 OHeOHeH He R fl H R fl fl h CR30 

1-^8 HHe2 OMeOMeH H R He fl fl H fl R CR30 



3 9 



wo 96/33994 



FCT/JP96/011SS 



m 1 % cRt) 



No. 


X 


ai RZ R3 


yi 


yZ 


y3 


y4 


y5 


y6 


y7 


y8 


A Z «9ti{i *a 


1-44 


NHe2 


OMeOMeH 


H 


R 


H 


H 


Me 


H 


H 


H 


CR30 


1-45 


NMe2 


OMeOMeH 


H 


H 


H 


H 


H 


H 


Me 


R 


CR30 


1-46 


NMe2 


OMeOMeR 


H 


H 


B 


H 


H 


H 


H 


R 


N 0 


1-47 


HMeZ 


OMeOMeH 


H 


H 


B 


H 


H 


H 


R 


H 


CR3NH 


1-48 


NMeZ 


OMeOMeH 


H 


H 


H 


H 


H 


R 


H 


H 


CR3S 


1-49 


*] 


OMeOMeH 


H 


H 


H 


H 


H 


H 


H 


H 


CR30 gui 


1-50 


*2 


OMeOMeH 


H 


H 


H 


H 


fl 


H 


R 


H 


CR30 l.5495(Z7) 


1-51 


*3 


OMeOMeH 


H 


H 


H 


H 


R 


H 


H 


H 


CR30 SUD 


1-52 


*4 


OMeOMeH 


H 


H 


H 


R 


R 


R 


H 


R 


CR30 


1-53 


N(COMe}Ph 


OMeOMeH 


R 


R 


H 


H 


H 


H 


H 


H 


CR30 143-4 


1-54 


NKPh 


(MeOMeH 


H 


H 


H 


H 


H 


H 


B 


R 


CR30 166-8 


1-55 


N(Me)CHZCB20Ne 


OMeOMeH 


H 


H 


H 


R 


H 


H 


H 


H 


CR30 gun 


i-56 


N(ai2CB20He}2 


OMeOMeH 


H 


H 


H 


H 


H 


H 


H 


H 


CR30 SUB 


1-57 


N(Et)CII2CH20Me 


OMeOMeH 


H 


H 


R 


B 


H 


R 


H 


H 


CR30 1.5465(24) 


1-58 


N(Pr)CH2ai2{)Me 


OMeOMeH 


H 


H 


H 


R 


H 


H 


H 


H 


013 0 I.S45ZCZ4.5) 


1-59 


N(Pr-l)CH2CH20Me 


OMeOMeH 


H 


H 


H 


H 


R 


H 


H 


H 


CR30 1.5230(22.5) 


1-60 


NBPh(4-CI) 


OMeOMeH 


H 


R 


R 


H 


H 


R 


R 


H 


CR3 0 47-52 


I -81 


NHPh(4-Ne) 


OMeOMeH 


H 


H 


R 


H 


H 


H 


H 


H 


CR30 144-6 


1-G2 


NHBn 


OMeOMeH 


H 


H 


H 


R 


H 


H 


H 


R 


CR30 135-7 


1-63 


NHPhCS-Cl) 


OMeOMeH 


H 


R 


H 


H 


H 


H 


H 


H 


CR30 169-170 


1-64 


N(Me)BD 


OMeOMeH 


H 


H 


H 


H 


H 


H 


H 


H 


CR30 90-2 


1-65 


«5 


OMeOMeH 


R 


H 


H 


H 


H 


H 


R 


H 


CR30 1.5804(33) 


1-66 


NHPh(2-Me) 


OHeOMeH 


H 


H 


H 


H 


H 


H 


H 


H 


CE30 149-152 


1-67 


NHCONHEt 


OMeOMeH 


R 


H 


H 


H 


H 


H 


H 


H 


CR30 135-7 


1-68 


NHCONHPh 


OMeOMeH 


H 


H 


H 


H 


H 


H 


H 


H 


CR30 lSO-2 


1-69 


HHCONHPh(3-C1.4-Cl) OHeOMeH 


R 


H 


H 


R 


H 


H 


H 


H 


CR30 194-6 
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^ 1 « USt) 
Rl R2 R3 yl y2 y3 y4 vS y6 y7 y8 A 7. faftfiS 



1-70 


NHCSNHEt 


OHeOKeH 


H 


H 


B 


B 


H 


fl 


R 


H 


0130 


149-151 


1-71 


NHPh(4-0He) 


OHeOKeH 


H 


H 


fl 


R 


B 


H 


H 


H 


□130 




1-72 


NHPh(4-Bu) 


ONeONeB 


H 


H 


R 


H 


B 


fl 


H 


H 


CR30 


I 665 f77) 


1-73 


NHC0NHPh(3-CF3) 


OMeONeR 


H 


H 


R 


R 


H 


H 


B 


H 


CR30 




1-74 


NHC0NBPIi(4-Cl) 


OHeONeH 


H 


B 


H 


fl 


H 


fl 


fl 


H 

il 


CR30 




1-75 


NHPh(4-N02) 


ONeONeH 


H 


H 


fl 


fl 


B 


fl 


H 


R 


CR30 


I Rinqi) 
1 • v'tO KO'iJ 


1-76 


NHC0NHPIi(3-Cl) 


OMeONeH 


H 


H 


H 


fl 


B 


fl 


B 


H 


CR30 


201-3 


1-77 


NHBu-t 


ONeOXeB 


H 


H 


B 


fl 


H 


fl 


H 


H 


CR30 


1.567(24) 


1-78 


NflPh(2-Cl) 


OMeOMeH 


H 


H 


R 


B 


fl 


H 


H 


H 


CR30 


180-2 


1-79 


NHPhO-Me) 


ONeOMeH 


H 


H 


H 


H 


H 


H 


fl 


H 


CR30 


168-170 


1-80 


*6 


OKeOKeH 


H 


B 


B 


H 


R 


H 


fl 


H 


CR30 


177-9 


1-81 


NHEt 


OMeOMeH 


H 


H 


B 


H 


B 


H 


fl 


H 


CR30 


102-4 


1-82 


NHPr-i 


OMeOMeH 


H 


fl 


H 


B 


fl 


H 


H 


H 


CR30 


1.5773(24.5) 


1-83 


«7 


OMeOMeH 


fl 


H 


fl 


H 


B 


fl 


R 


R 


CH30 1.5882(24) 


1-84 


NHPh(2-C1.4-Cl) 


OMeOMeH 


H 


B 


B 


fl 


B 


fl 


H 


H 


CR30 


149-152 


1-85 


*8 


ONeOMeH 


H 


H 


R 


H 


H 


R 


R 


11 


CR30 


170-2 


1-86 


N(Et)Bn 


OMeOMeH 


H 


H 


fl 


H 


H 


H 


H 

II 


H 


CR30 


gUB 


1-87 


NHPh(3-CI.5-CI) 


OMeOMeH 


H 


B 


B 


H 


H 


H 


R 


H 


CR30 


160-1 


1-88 


*9 


OMeOMeH 


H 


B 


B 


H 


H 


H 


H 


II 


CR30 


170-2 


1-89 


«10 


OMeOMeH 


H 


H 


H 


B 


H 


R 


H 


fl 


CR30 


120-5 


1-90 


*11 


OMeOMeH 


H 


H 


fl 


H 


B 


B 


H 


R 


CR30 


45-64 


1-91 


«12 


OMeOMeH 


H 


H 


B 


B 


B 


R 


H 


B 


CR30 


188-192 


1-92 


«13 


OMeOMeH 


H 


fl 


B 


fl 


B 


R 


B 


R 


CR30 


gun 


1-93 


*14 


OMeOMeH 


H 


fl 


B 


B 


H 


fl 


R 


R 


CR30 1 


1.550(25.5) 


1-94 


NHCHZCH20H 


OMeOMeH 


H 


fl 


H 


B 


H 


B 


H 


R 


CR30 1.5701(25.5) 


1-95 


«15 


OMeOMeH 


H 


H 


H 


H 


B 


fl 


H 


fl 


CR3 0 1.5748(26) 
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m i ^ (Mi) 

Jo, X Rl R2 R3 yl y2 y3 y5 y6 y7 vB A Z ^^ffi «a 

1-96 NBCH2CH2CB20H OHeOHeH H H H H H H H H CR30 106-7 

1-97 N(C0Me)CH2CH20C0Ke OMeONeB H H H H H H H H CR30 i.54!5(24.5) 



He 



He 



OHe 
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wo 96/33994 
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m 2 m 




No. 


I 


n 


Hi 


R2 


R3 


yl 


yZ 


y3 


y4 


yS 


y6 


y7 


yS 


A Z l^l^ffi »a 


2-1 


CH2 


0 


OMe 


OMe 


H 


R 


H 


H 


H 


H 


B 


H 


H 


CR30 


137-9 


2-2 


CH2 


1 


ONe 


OMe 


H 


H 




H 


11 


H 


H 

II 


D 
u 


0 

n 


CR30 


108-110 


2-3 


CH2 


2 


OMe 


OMe 


R 


H 


H 


H 


H 


H 


B 


R 


R 


CR30 1.5656(32) 


2-4 


CH2 


3 


OKe 


OMe 


H 


H 


R 


H 


B 


H 


H 


H 


R 


CR30 




2-5 


0 


1 


ONe 


OMe 


H 


H 


H 


R 


H 


H 


H 


R 


B 


CR30 


155-7 


2-fi 


S 


1 


OMe 


ONe 


H 


H 


R 


R 


B 


H 


R 


R 


B 


CR30 


129-131 


2-7 


SO 


1 


OMe 


ONe 


H 


B 


R 


H 


B 


B 


H 


H 


R 


CR30 


H2-4 


2-8 


S02 


1 


OMe 


OMe 


H 


H 


B 


R 


R 


H 


B 


B 


B 


CI130 


156-9 


2-9 


NH 


1 


OMe 


OMe 


H 


H 


H 


R 


B 


R 


B 


H 


H 


CR30 


52-5 


2-10 


NNe 


1 


OMe 


OMe 


H 


H 


H 


R 


R 


H 


R 


B 


B 


CR30 




2-11 


NEt 


1 


OMe 


OMe 


H 


H 


H 


B 


B 


R 


R 


H 


B 


CR30 




2-12 


N(n-Bex) 


1 


OMe 


OMe 


H 


H 


H 


R 


R 


H 


R 


R 


H 


CS30 




2-13 N(n-C8H17) 


1 


OMe 


OMe 


H 


H 


H 


R 


R 


B 


H 


R 


fl 


CR30 




2-M N(CH20He) 


1 


OMe 


OMe 


H 


H 


H 


R 


H 


R 


R 


B 


B 


CR30 




2-15 


NPh 


1 


OMe 


OMe 


R 


H 


H 


R 


R 


R 


R 


R 


B 


CR30 




2-16 


NBn 


1 


OMe 


OMe 


H 


H 


R 


H 


B 


B 


H 


H 


R 


CR30 




2-17 


NCHO 


1 


OMe 


OMe 


H 


R 


R 


R 


B 


R 


H 


R 


H 


CR30 


159-160 



wo 96/33994 
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No. 


V 

A 


HI 


R2 


R3 


yt 


y2 


y3 


y4 


y5 


y6 


y7 


y8 


A Z « 


Z-l8 


umun 
NtUne 


1 une 


vJnc 


n 

Q 


11 


n 

u 


H 


H 


H 


H 


H 


H 


CR30 


Z-19 


NCWHe 


1 ufle 


une 


n 
n 


n 

n 


H 


H 


H 


H 


R 


R 


H 


CR30 


ft OA 

2-20 


HCuPn 


1 nua 
1 une 


niia 
une 


n 
n 


n 


n 

n 


H 


H 


H 


H 


H 


H 


CR30 


2-21 


NCONHPh 


1 AUn 


Alia 

une 


u 
n 


n 
n 


u 
n 


n 

D 


H 


II 


H 


H 


R 


Cfi30 


2-22 


NC^Ph 


1 AUa 


AUn 

une 


H 
n 


H 
u 


u 
n 


n 
n 


H 

D 


n 

11 


H 

II 


H 


H 


CR30 


2-23 


0 


1 Une 


AUn 

une 


u 
n 


n 

0 


H 

u 


n 


n 

il 


Me 

rlv 




R 


H 


CR30 


2-24 


0 


1 vnB 


Alia 

une 


11 


u 
n 


n 


n 
n 


H 


H 

II 


H 


He 


H 


CR30 


Z-Z5 


u 


1 une 


niio 
une 


n 
n 




nc 


n 

U 


H 


H 


H 


R 


H 


CR30 


2-26 


n 
0 


1 une 


Alia 

une 


u 
n 


H 


H 


Kp 


Me 


H 

u 


H 


H 


H 


CR30 


Z-Z7 


A 
U 


1 Ufle 


UHc 


n 
n 


H 


H 


H 


H 


Me 


Me 


R 


R 


CR30 


Z-Z8 


A 
U 


t Alia 

1 une 


une 


0 

n 


H 


H 


H 


R 


H 


R 


Ke 


Me 


0130 


2-29 


A 

0 


1 une 


AUa 

une 


D 

n 


Et 


R 


R 


R 


H 


H 


H 


H 


(S30 


•ft QA 

2-30 


A 

0 


1 Une 


Alia 

Une 


n 
n 


H 


H 


Et 


H 


H 


R 


H 


H 


CR30 


2-31 


A 


1 AUn 

1 Une 


Alia 

une 


n 

n 


H 


H 


H 


R 


Et 


H 


H 


H 


CR30 


2-32 


A 

0 


t AUn 

1 Une 


Alia 

une 


n 


H 


H 


H 


H 


fl 


H 


Et 


H 


CR30 


2-33 


0 


1 One 


AUn 

UNe 


n 


i-PrH 


H 


H 


R 


H 


Et 


B 


CR30 


2-34 


0 


I OHe 


(Me 


u 


H 


H 


i-PrH 


H 


H 


H 


H 

11 


CR30 


4 4C 

2-35 


A 


1 Alia 

1 Une 


Alia 

une 


u 
n 


H 


H 


H 


R 


i-PrR 


H 


R 


CR30 


2-36 


0 


1 OMe 


(Me 


II 
n 




=0 


H 




H 


H 


B 


n 


CR30 


2-37 


0 


1 OHe 


OKe 


H 


H 


H 




=0 


R 


R 


H 


H 


CR30 


2-38 


0 


1 OMe 


OMe 


H 


H 


H 


H 


R 


=0 


H 


R 


CR30 


2-39 


0 


1 ONe 


OHe 


H 


H 


R 


R 


R 


R 


fl 




=0 


CR30 


2-40 


0 


1 OMe 


OMe 


H 




=0 


He Me H 


R 


H 


H 


CR30 


2-41 


0 


1 OMe 


OMe 


H 


H 


H 




=0 


He 


Me H 


H 


CR30 


2-42 


0 


1 OMe 


OHe 


H 




=0 


H 


R 


Me 


Me R 


H 


CR30 


2-43 


0 


1 OKe 


OHe 






=0 


H 


H 


Me 


Me H 


H 


N 0 
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m 2 ^ (fiEt) 



No. 


X 




Rl 


R2 


R3 y] 


y2 


JO 


yi 


1 yi; 
1 yo 


y6 y7 


y8 A Z 


2-44 


0 


I 


OHe 


OMe 


=0 


Np 


Hp 


a 
n 


B 


H 


B 


N 0 




2-45 


CH2 


1 


OHe 


OMe 


Me 


H 


ff 

n 


D 

a 


u 
11 


H 


fl 


B 


N 0 




2-46 


CH2 


1 


ONe 


OMe 


H 


H 


Me 


H 

II 


H 
u 


fl 


H 


B 


N 0 




2-47 


CH2 


1 


OHe 


OMe 


H 


H 


H 


xt 

11 


Hp 


B 


fl 


H 


N 0 




2-48 


CH2 


1 


(We 


OMe 


H 


B 


B 


H 


U 

n 


fl 


Me 


B 


N 0 




2-49 


0 


1 


ONe 


OMe 


H 


B 


H 


H 


u 
n 


H 


R 


H 


K 0 




2-50 


CH2 


1 


ONe 


OMe 


H 


H 


B 


H 


n 


H 


fl 


fl 


N 0 




2-51 


0 


1 


ONe 


OMe 


H H 


H 


B 


B 


u 
n 


B 


R 


H 


CR3NB 




2-52 


0 


I 


OMe 


OMe 


H H 


H 


B 


B 


H 

U 


B 


R 


R 


CS3S 




2-53 


NCOOBu-t 


1 


OMe 


OMe 


H K 


H 


B 


B 


H 

u 


B 


H 


H 


CR30 


63-5 


2-54 


NCONHEt 


1 


OMe 


OMe 


B H 


B 


fl 


B 


U 

n 


fl 


B 


B 


CR30 


75-7 


2-55 


NCOOEt 


1 


OMe 


OMe 


H H 


B 


H 


B 


n 
H 


R 


fl 


fl 


CR30 


sun 


2-56 


0 


1 


0CF2H 


0CF2H 


H H 


B 


H 


B 


B 


fl 


B 


H 


CR30 


93-5 


2-57 


0 


1 


OMe 


OMe 


H H 


a 


Bu-tB 


B 


R 


B 


H 


CR30 


gun 


2-58 


0 


1 


CI 


Ci 


R H 


H 


H 


fl 


H 


B 


B 


H 


CR30 


164-6 


2-59 


0 


1 


Me 


NHMe 


H H 


H 


I 


fl 


H 


fl 


fl 


fl 


CR30 


gun 


2-60 


0 


1 


OMe 


CI 


B H 


H 


R 


H 


B 


fl 


H 


fl 


CR3G 


136-7 


2-61 


0 


1 


OHe 


N(Me)2 H H 


fl 


H 


H 


B 


B 


fl 


fl 


CR30 


1 81 -3 


2-62 


0 


1 


OMe 


H 


H B 


B 


fl 


R 


fl 


B 


B 


H 


CR30 


179-182 


2-63 


0 


I 


OMe 


CN 


B B 


B 


E 


H 


H 


fl 


H 


B 


CI130 


170 


2-64 


0 


1 


OMe 


-OCH2CH2- H 


H 


H 


H 


H 


fl 


B 


B 


CR30 


163-5 
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8-2 H CF3 H OHeOHeH CR30 193-5 
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8-4 »l CF3 H OHeOHeH CR30 1.5443(28) 
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9-2 *l (1- 6 2- iixture) OHeOHeH CR30 112-4 

9-3 l-CH20C0Et OHeOHeH CR30 131-133.5 

9-4 2-CH20C0Et OHeOHeH CR30 guo 

9-5 1-CH2CH2CN OHeOHeH CR30 149-151 

9-6 l-CH20C0Me OHeOHeH CR30 gun 
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( M a E o «6 ± siJ 4 i[ s - a K © ifi ± ffi ^ m * ) 
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Sffia*< 2 50cm' (7)^7X^7 ^^^f^-y h lctl±3[^^JflL. cn<r7 + y 
:iiy nort^-. -r ? t'j.. -Tf-h'OSi^^-JtaL. ^•O±<;:0. 5 cma)?l±?: 
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2-5 " 10 8 83 
ikKSilA 6 2. 5 0 0 0 0 

1 2 5 4 4 4 1 
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Til^'l^m. C,-8 T^U3 + v'/7;U+:^;l'S, T;yC,-« T/U + ^US. C 
,.e rybn + ^^^vu+r-iUC-fi T;i/ + ;US, tKKS. C.-b T;b3i + i^S. C 
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